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摘   要 
I 
 












式试剂加成后得到关键中间体( aⅠ )和( bⅠ )，还原后Boc保护得到手性化合物( aⅡ )
和 (Ⅱb)，再继续与噻唑碳酸酯(Ⅲ)和噻唑缬氨酸(Ⅳ), 后得到利托那韦类似物
(Ⅴ) ,共九步，总产率 11.8%。并同时合成了两个 C2 对称的利托那韦类似物(VI)










关键词：L-苯丙氨酸   利托那韦类似物   安普那韦  奈非那韦      
                




























































































摘   要 
III 
 






































































As one of the thorny diseases in the medical field, AIDS spreads quickly and 
threatens the mankind’s life seriously. However currently the anti-AIDS pharmaceuti 
-cal mainly depends on import in our country, especially proteinase inhibitor. The 
expenditure of treatment is so expensive that the research of anti-AIDS 
pharmaceutical in our country is an urgent task.  
On the basis of the literatures and the previous research work in our laboratory, 
this thesis carries on studies of the synthetic craft of Nelfinavir, Amprenavir and 
analog of Ritonavir. The main results are as follows: 
Synthesis of the analog of Ritonavir 
The synthesis was started from L-phenylalanine. via addition of acetonitrile and 
2-methylpridine and 4- methylpridine, the product ( aⅠ ) and ( bⅠ ) were obtained and 
then reduced to formed chiral product ( aⅡ ) and ( bⅡ ). After reaction with Thiazole 
derivative (Ⅲ) and (Ⅳ) , the final product (Ⅴ) was obtained in an overall yield 11.8% 
over 9 steps, and the product (VI) and (VII) were also obtained in an overall yield 
11.2% and 16.6% respectively. 
Synthesis of the intermediate of Amprenavir 
  The synthesis was started with L-phenylalanine. Amino expoxide was synthesized 
as the key intermediate. After successive reaction with isobutylamine, 4-nitrobenzene- 
sulfonyl chloride and Pd/C, the final product (VIII) was obtained in an overall yield 
31.4% over 9 steps. 
Synthesis of the intermediate of Nelfinavir 
L-serine was used as the raw material. The lactone ring was formed by the 
Mitsunibo reaction after the protection with benzyloxycarbonyl chloride. The ring 
was opened by the substitute of the phenylthiol substitution then the ester was formed 
with methanol. After Claisen condensation, chlorination and hydrolysis, the final 
product (IX) was obtained in an overall yield 14.1% over 7 steps. 
Key word:  L-phenylalanine  The analog of Ritonavir  L-serine  Nelfinavir  



































































































































VIII                                    IX    













































Bu   butyl/丁基 
Cbz benzyloxycarbonyl/苄氧羰基 
CDI N,N-Carbonyldiimidazole/ N,N-羰基二咪唑 
m-CPBA m-chloroperoxylbenzoic acid/间氯过氧苯甲酸 
DCHA dicyclohexylamine/二环已基胺 
DCC N,N’-dicyclohexyl carbodiimide/ N,N’-二环已基碳化二亚胺 
DEAD diethyl azodicarboxylate/偶氮二甲酸二乙酯 
DMAP 4-N,N-dimethylaminopyridine/4-N,N-二甲胺基吡啶 
DME dimethoxyethane/二甲氧基乙烷 







LDA lithium isopropylamide/二异丙基胺基锂 
Me methyl/甲基 
Ms methanesulfonyl/甲磺酰基 
MTBE methyl t-butyl ether/甲基叔丁基醚 
NMM N-methyl morpholine/N-甲基吗啉 
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